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AB .TP Q«n92216 A U PAB: 19960618 

N-contg. bicyclic heterocyclic derivs. of formula (I) and theix salts are 
new. A= CH2CH2, CH=CH. Ctriple bondC, SCH2, CH2S, OCH2 or CH20; X, 
X" = C or N provided that they are not both C. Y = NHR, OH or COOR; R = H 
or 1-4C alkyl; n = 1-8. 

USE - (I) are useful for treating allergosis and immunological 
allergic rhinitis, allergic conjunctivitis, allergic dermatitis and 
bronchial asthma. 

ADVANTAGE - (I) inhibit IgE antibody production. 
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[I] (i^'l'. AtSCHj -CHi . CH = CH, C 

*c (f^y^L, *n=SiS^^^-r. tiTiii;. ) . s 

-CHz , CH2 -S, O-CHz , $fc«CH2 -O 
Ui) : YtlNHR. OH. ^it«C02R (RtiTK^^ 




(2) 



- 9 2 2 1 6 



2 



im^m 1 ] [ I ] 
lit I] 



[I] 



(^'p. AttCHz -CHz . CH = CH, C*C 
* «Z:ai^-&*3^T. UTmC, ) . S-C 
Hz . CHz -S, O-CHz . ifctiCHj -0€:^ 

L : X, X' 43.to:x" 10 
ti) ; YliNHR. OH. SfcliC0 2R (RliTlc^lI 

CiS*92] A75SCH = CH. S-CH^ . CHj - 

s. 0-CH2 . sfciiCH^ -os^-rss*«ii2« 
[ifd?^3] X. X' a^zfx" ©-^t-^^^-rnTS^— o 20 

Cii3}?^4] xt^^mm^. x' tx" d^^^im^. 

Ad^S-CHz . CH2 -S^/t«CH = CH$:«T : 

stttx' Ti^s^Ji^. xtx" A^^mm^. A^tcH 

= CHSr^-r ; S;5:«X" A^^mW.^, XtX' 

1^^. Ad^O-CH, $-g-riS*^ 1 IB«c^^^^— Si 

CIS3i?3l5] n*^*2~6<7)SI&$gL. YA^NHz . 30 
^fzitCOi R (RlJ*^l^^^;tli;^5^;US€raT) 

-^^^n^mn^m i ~ 4 vi-rn*^-3aia«(^-g-s^— si 
im^m 6 ] if 1 ~- 5 tzn^i-^^m-m^^mm 



[la^Rig 1 0 ] isjrjs 1 ~ 5 smn^^m-mitmm 

CO 0 0 1] 50 



[0 0 0 2] 

etiTi.^?). ^LT-e-WS;^:id:^fegEi^D:?'U>E (Ig 

E) tmiti^^'i'fOF c&^Amms^±(DSi^mzm 
-g-f -5 d t let ^ T§i #e d $ n-5 c t e nx 

etlT*50. $^>lr7U;i'4=-jS#T'ti I gES^lra 

4oi#^w;a:S±t)^*e.nTu-5. ufc^^-^T, ig 
m^(^7\y)i=^-<r>mmm-x:-\ti sEm.t^(Dm^tcsMiz 

[0 0 0 3] ^fc. ^fiimjfe. ^rmi^nm^mm, « 

^ife. IFj^i. ^#ttxU5"^h-x7. (SLE) ^ 

mt^-^^izm^^'btix^fzi^. 't<D^t}f3iMnr^m(Drz 
[0 0 0 4] vt5kA^ii sEtni^m^v^imi^m^ 

^T^it-^^iZ^^^T. m^ii^mW- 1 - 1 0 6 8 1 8 

j:z/siis*#«=iiMwo 9 0/ 1 2 0 0 1 ^mmm^z 
\ti sEiA{^m±isomv^m^^-r^7>h^-)\^wt^it 

x^^■5^s^i:^7^S'^>«^&lcfES^nxt3l3. 
(r>-^smmmmt\t.^±\z't(D&m^Stfs.i>. 

[0 0 0 5] i rc#HBa 55-079372 ^llj^tCtt 
;<7;U:}^X5^ 'J ;i'#t&<i:7 > h 7x;USE#t&Sr[BlB#lC^rr 
-5'fb^tl^-&B£Lfcdi75i$S*$nXI.^^*^ ^^^f^i 

x*jo. tn»m±tKmifm^fiM&iEmmizm-ri>?i^ 
[0 0 0 6] :i<Djz'^/mik&mz&^T. *fgi«#^ 



(3) 



9 2 2 1 5 



[0 0 0 7] 

[I] . 

[0 0 0 8] 
[it 2] 



[I] 



[0 0 0 9] (iC^f, AttCHi -CH, , CH = C 

H, c*c (fe:t*L. * tt=fiie-&*^-r. &rFm lo 

U. ) . S-CHs . CHz -S. O-CHz . ^rz\t 
CHz -O^mL : X, X' *5j:r/X' ' tt^^l^^S 

; YtiNHR. OH, Sfc^CO^ R 

f) Sr^L. : nliO - SWSStSr^T. ) X'^^tl^-s 

mt^t*^ibrs.^&mm.^^T&i>. 20 

[0 0 10] ±se^ [ I ] iCtiV^TAHCHi -c 
Hj . CH = CH, C*C (fcfc'L. ♦liHfife^SrS^ 

r. wTfsii;. ) , S-CH2 . CH2 -s, o-cH 

CH = CH, S-CH2 . CH2-S, O-CH2 , * 
;i«0-CH2 $r«-rfe<0*<»S LVi. 

[0 0 1 1] [ I ] iciiViTX, X' *3j:t;:x'* li^ 
itm^iz^Mm^xiiu^^) *^ i^icx. x* 

X" (TJ^^Vi-rn*^— :)7!i<gjglii^^S:, S0CD-O7)<^ 30 

[0012]^ [I] (C*3ViTXdt^^]l^€r^UX' 

CH, S-CH2 . O-CH2 . CH2 -O. CH2 - 
Sd^liSLl'^. 'l'-CtCH = CH, S-CH2 . CH2 

[0013] [ I ] ICiSV^TX * d^S^J^^S:^ L 
X. X" *^^^!l^**r<i:€?. ^tCAtUTliCH, 
-CH2 . CH = CH7itMiUV». 4'-Ct>CH = CH7jt 
SibVi. 40 

[0 0 14] [ I ] IC*3ViTX" digSKM^^r^L 
X. X' *<^^^T*Srt^. #;CA<i:LTliO-C 

H2 , S-CH2 tm^i^^K fxho-cH^ t^m^ 

[0 0 15] [ I ] tC*5t>TY«NHR, OH. ^fz 
\tCOz R (Rtt7KSIl^^*fc«C. ro{£iS7;U4^ 
)l'Sit:^t)-r) iStjrti^, 4'-Ct>NHRifc«C02 

[0 0 16] SC [ I ] tC*3H--5YAmHR-C5^$n^^ 
tCjffJiJiR<i:LTli*^l^^, ;<^;US, X^JWS. 50 ^-S*K 



(n-. j -) :/Dt:;i/S, (n-, i -. t-) zr^ 
[0 0 17] [ I ] ICi5lt-5Yd<C02 RT^^nS 

siicJfaJiRtLxTii*^!!^. j*^;i/S. x^;us. 

(n-. i-)yofcf;i'S. (n-. i -. t -) 

[0 0 18] n«l~8CDS&^^-r*«;idiTt)2~6 

[0 0 19] [ I ] Jciji^T, X. X. ' &r;x" jsl 

t5A<i:Y&l^ni:rojf?iUV5a*--&-&<i:bTti, X. 

X, * Rifx" RUA-A^tamoy^oiz^ti^titfi-mm. 
m.^'^'^mtLxmm^n^m'^iz. y*<nh2 sfcn 

CO2 R (R«*^I^^^^«^5^^USS:«-r) "Cnd^ 

[0 0 2 0] :^^^<DW\m.fs.—m^mm^mmv^<D^m 

[0 0 2 1] 



10 1 2- 


(3 






1 0 2 2- 


(3 






1 0 3 2- 


(3 






1 0 4 2 — 


(4 


1 0 5 2- 


(4 






1 0 6 2- 


(4 


1 0 7 2 — 


(4 






1 0 8 2 — 


(5 


1 0 9 2 — 


(5 






110 2- 


(6 


111 2 — 


(6 






112 2- 


(4 


113 2- 


(4 






114 2 — 


(5 



(4) 



#M^8 -9 2 2 1 6 



115 2- (5-^yU)\^:>^^)V^:t^>i'i-S. K) 

116 2- (6-^y •J>il'^^;i'5^^'\4^-9-±= K) 

117 2- (6-^/ U>ll/>5^;U5":4-'s^-y-T^-S K) 

118 (E) -2- (5-+/'j;i'-4-'^>7^:hS 
H) 

119 (E) -2- (5-=^-y'JJl'-4-'^>7^:>-S 

H) 10 

120 (E) -2- (6-^y'j;i/-5-'\+-fe:)-^ 
H) ^.BSB? 

12 1 (E) -2- (6-+/'j;i'-5-'\+-fe:h5 

122 (E) -2- (7-4=•y'J;^-6-'^r5=•:^5 

123 (E) -2- (7-^>"JJl/-6-'\y5^:h5 

124 (E) -2- (5- (3-4^/'J^;l/) -4- 
'^>5^±S H) ^.S.§K 20 

12 5 (E) -2- (5- (3— ^y'Jzi;^ -4- 

126 (E) - 2- (6- (3-^y 'J— JL-) - 5 - 

127 (E) -2- (6- (3-^y 'J-JU) - 5- 

128 (E) -2- (7- (S-^yj-^W -6- 

129 (E) -2- (7- (3-^/'J-;U) -6- 

K) 30 

1 3 0 2— (3- i6-^y^}—)l:t^>') ^a\:f:t 

:f-= H) ^mSSE 

13 1 2— (3- (6— U tf:t 

1 3 2 2- (4- (6-^^y»Jr:;U^4^-» 
H) 

1 3 3 2- (4- (6-+y'Jn;i':t=*^-» zff'i-s. 

1 3 4 2- (5- (6-+/'Jri;U:t+-» '^>^':f- 
5 K) ^-RSSf 40 

1 3 5 2— (5- (6-:^y Ur.;L':t^-» '^>:f:^- 

1 3 6 2- (6- (6-^y'Jii;i/^=^-» 

1 3 7 2— (6- (6-^y'J-;|/;t^-» 's^^-y-Th 

1 3 8 2— (5- (6-+y'J^;i'5^:+) '^>^-^-5 

1 3 9 2— (6-+y 

K) SO 



140 N— (2— T5/7xn;P) —3— (6-^/ 

141 N- (2-7 5y:7xn;i/) -3— 4^y'j;i/f^ 

142 N- (.2—7 3.yy3L-)l) —4- (6— =*^y 

143 N- (2-7'5/7x:i;U) -4-4^>"j;U^ 

144 N— (2-7'5/7x:=.;i') — 5— (6-+/ 

145 N- (2-T5y7x:i;U) -5-+y UJl-^^ 

146 N— (2-;*^;U7 = y7xZi;l.) -3— =^^/ 



[0 0 2 2] *^BjcD I gE^i^m±mmipm^<^^t 
bf— I4,sj95i^. 7U)\^=^—iimm0k, wmm. 7-ry^ 

[0 0 2 3] ^ft:^^m(Di&mum.i^m±nmi<^WLiz 
sGmt^m^tsoM.. $fc«DTHSj^:=gettTaiis 

:fe#ttX'J5^-r h— 7^7. (SLE) , 
[0 0 2 4] 75:i3. *:5E?^ICJ:SfII2^ [ I ] T^Sn 



(5) 



8-92216 



[0 0 2 5] 



* lit 3] 



A— (CH2)n-«»Q^ + 



H2N 



X) 



[II] 



[III] 



[0 0 2 6] 7S:fc±IB#SC4'WA. X, X' , X" . H 
J:Zfn\imi^WzmC-CS,^o tbfg^KTS^ [II] 

[0 0 2 7] SS^^iUTli. W^y-f H*S*T-5:^ 

[0 0 2 8] SJA^-r H^iSST^^-^. [H] S: DMF 
Jfi{b5^5i--Jl'75:<i:ro/NDy>ft3'l*f^fflS-li-T [II] 
#*ET(C[III] <»:SfP5-&^;i<t:-C [I] CI tTJiT 

[0 0 2 9] SEA^-f H^rjgfiUTiUfflt^tffiT 

;S<i:^^^S?5:f§ttft?iiJ^fflViT [II] €rgtt^tU. ^ 
n<i:[III] SS^^^-fr-a^liT [I]*^§^Ct*iT^ 
^. 

[0 0 3 0] ;i®J:^ilCLTfi^.nfc [I] iCiSV^T Y*< 

co^ RTR*<<g;)aT;i'^;i-s^«t)-r«^. -^-^izm 

[0 0 3 1] Cfl3=t-5(CLT^€.^T.fc±ie^ [ I ] 

-5. wOaco:*ff^:+>t LT«. Na. K©J:-5;a:7'Jl'* 
'J^JS:^5^=t> : Mg. Ci<r>J:ors.T)\^ti 'J±m^mti9- 
: Al. Zn©J:-3;S^S*^^> : ■ 

>. •j->>, a'j>. t;1'4=:::>. ^T-'J>, h'Jx 

4 - t Kd:^^->X5^JU^:JP*:'J >. 4 -t h*D4^->fcf'^ 

JS:^^:t>. U->>. :3'j>. N. N->'^5^jPx5'y 
[0 0 3 2] ±ieiC [I] -t^TP^n^it-trnft 



U X T H Y 

[I] 

10 tf ^)n^). ;a:7j^Tt>. iSK. Bits?, B^SS, ^ 

[0 0 3 3] *fei^o^^^-sgtt«^^si^<i*=*xtii 
^<Dmm±Wfm^t\^mi, uTiziinri><i:^f3.^m 

izji-ziX, mnmz&^^^\tti^mf^. st. ss^t*?. «s 

20 )vmyiii*^^if^ti^. 

[0 0 3 4] ^\(Dmmz-r^\z\t, m^ii^m. =ry 

-feJl/D-x, ;^f=->'Hr;i'n-7., t'x;i/fc;D 'J K> 
:*<!f©i^-&S'J : T;U^>B?:*- h U -^A. ^S;*^:>- h 'J 

[0 0 3 5] tm, isfijpj. »ifiJt)[sifiiiw±facos}^S'i 

[0 0 3 6] JffiJPJ. JS®??], v-n-yyipjli^sjAti. h 'J 
30 :^yj'J>. h'J7-t5^>^oyj-fc:'J >x7.7^;i'S : 

[0 0 3 7] -ny^DVm-tW&M^ *-5V^H«?PJ 
$ -t* 7 5^ > ^ if W y-fe ; nc 3fciST a ;i i: ic J; o T 

[0 0 3 8] »MF^. -ST. ffi5^I^S#<^?PJl!<i:UT 

afl. Kfflipj. siajpj. ?L{tsii, 9t'm\^ 'k'&nn.Et^^ 

DO^n. S/iA-i^5"'J7«@7^';i'^'-S:5iri«j§. « 

it Hti ic ii®7K * /5:«,«s<^ai*ffl ^JSEfw I- TMffl -r 

50 ^)C.(l:t)'C€?^>. 



(6) 

9 

[0 0 3 9] m&&^(DmmtLx\i. mpLiimfim. 
[0 0 4 0] iSffiS-^<73jt86;c«, M^^yvvvi3zr 

[0 0 4 1] .^ISJPJOS'JSiiUTli. *tt*-5Vil±#7K 

jnr;up— X. pt^JU-feJUD— t Hn4^->ro tf;u 
«iit.#,iS>« : ^Seit?tiJ^iBi^i-^ii?i5?iiJ^OS?S5HiJ<£tin 

[0 0 4 2] Sfe. .^fBia'JUi^TBi;ce4-t--5SiJS<i:U 

[0 0 4 3] ^fc®ACDfcJ?);clS. WJS^^i-ttSfflWSJ 

[0 0 4 4] *5afiit5i-coe4-S«^-%-ffilCJ:OS75:oT 
iigPe4-T«a^l~5 0 Omg/B/ASS 
T. jffiL<«l 0~3 0 Oing/B/AT*0, 

iliPMS#T«0. 1~1 0 Omg/B/AgST. 5f 
^L<«0. 3~3 Omg/B/AT^O CCDJ:-5^^ 

[0 0 4 5] 



1#M¥8 - 9 2 2 1 6 

to 

■5. 

[0 0 4 6] [|IJSfi»J 1 ] 

2- (4- (6-4^y'Jx;P:t^-» K) ^.j. 

[0 0 4 7] 
[ft 4] 

[0 0 4 8] ^m^m^T. 4- (6— +/Ux;U:t=*^ 
-» 278 mg (1.2 iniD0l)$rig{t^^x;U 5 ml izm 

3SrT2B$PBl«j$Lfc. Kmf&^X./-i^l^-iS'- 

m.mnm%TZ(Dmis.^. T>b^—}]^m}^^}v iso o 

g (1.3 mmoDi h 'J X^-^l-TS > 300 mg (3.0 mmoDCD 

^mit^^i^>mm (s mu ic-igrx-jSTLT, ^ 

ilDA. :^{t>^^U>T2[Hli*aiLAc:. *rta^^£:fiaiD:ft:a 

m-r^t. mtiit-^^ no mg (o. se miDoi)7j<t#^)n 

Ac. 

[0 0 4 9] 1K^3 0 % 
•H-NMR (DMS0-d6) d: 

2.32 (2 H, quint, J = 7 Hz). 2.72 (2 H. t, J = 7 
Hz), 3.87 (3 H, s),4.21 (2 H. t, J = 7 Hz), 7.05 

-7.11 (2 H, m), 7.31 -7.38 (2 H, m),7.55 (1 H. t 

d, J = 7 and 1 Hz), 7.96-8. 03 (3 H. m), 8. 71-8.77 
(2 H, n) 11. 17 (I H, sbr) 

[0 0 5 0] mmm 2 ] 

2- (4- (6—^y^)-)\^yt-^i^) ^-y-^s H) 

#eg «b^1^g^t32) 
[0 0 5 1] 
lit 5] 

[0 0 5 2] *5S0ij 1 xminrzit'^m^7i<^miti' h u 

[0 0 5 3] »H-NMR (DMS0-d6) 6 : 
2. 16 (2 H, quint, J = 7 Hz), 2.62 (2 H, t, J = 7 
Hz), 4. 19 (2 H. t. J = 6 Hz). 7.12 (I H, t-Iike, J 

= 8 Hz). 7. 36-7. 41 (2 H. n). 7.45 (I H. dd. J = 
8 and 4 Hz), 7.55 (I H, t-like, J = 8 Hz), 7.89 
(1 H. d. J = 10 Hz). 7. 97 (1 H. dd. J = 8 and 2 H 
z). 8.22 (I H, d. J = 8 Hz), 8. 50 (I H, d, J = 8 H 
z), 8.72 (1 H, dd. J = 4 and 2 H2),1L5 (I H. s, 
br) 



(7) 
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11 

[0 0 5 4] mmm 3 ] 

[0 0 5 51 

lite] 




t, J = 7 
s). 7.06 



[0 0 5 6] JK^6 1 % 
^H-NMR (CDCI3) (5 : 

2. 27 (2 H, quint. J = 7 Hz), 2.67 (2 
Hz), 3. 48 (2 H. t. J = 6 Hz), 3.85 (3 H, 
(1 H, td, J = 7 and 1 Hz) 7. 21 (1 H, d, J = 8 Hz), 
7.39 (1 H. t-like. J - 8 Hz) , 7. 51-7. 59 (2 H, m). 
7.68 (I H, d-like, J = 8 Hz), 7. 83-7. 88 (2 H. 
m). 7.98 (1 H, dd. J = 8 and 2 Hz), 8. 74 (I H. d, 
J = 8 Hz), 11.06 (1 H. s br) 
[0 0 5 7] LmmM4] 

2- (4-^yu;i.^:tr^:hH H) ^SMm at^^ 

#-^106 ) 
[0 0 5 8] 

[^1:7] 



COzH 



2.55 (2 H, t, J = 7 
7.02 (1 H. t, J = 7 
7.40-7.45 (1 H. m). 



[0 0 5 9] iRmS 5 % 
*H-NMR (DMS0-d6) 6 : 
2.08 (2 H. quint, J = 7 Hz) , 
Hz), 3. 37 (2 H, t, J = 7 Hz), 
Hz), 7. 38 (1 H, d, J = 9 Hz), 

7.49 (1 H, d, J = 8 Hz). 7.65 (1 H. td. J = 7 and 

1 Hz), 7.81 (I H, d. J = 8 Hz), 7. 88 (1 H, d. J 
= 7 Hz), 7.98 (1 H, dd, J = 8 and 2 Hz). 8. 15 (I 
H, d. J = 9 Hz), 8.50 (I H, d, J = 8 Hz). 12.9 
(1 H. s br) 

[0 0 6 0] [^mm 5 ] 

N- (2-y^y :7jiz:;u) -4- (6— ^yu:^;u^ 



[0 0 6 1] 
[ft 8] 



(^k^^^^l42 ) 



" NHi 



[0 0 6 2] IR^3 1 % 
»H-NMR (DMS0-d6) 5 : 

2.13 (2 H. quint. J = 7 Hz). 2.57 (2 H. t. 
Hz), 4. 18 (2 H, t, J = 7 Hz), 6.54 (I H. td, 
and 1 Hz), 6. 71 (1 H, dd, J = 1 and 8 Hz), 



10 



20 



30 



40 



J = 7 
J = 8 
6.89 50 



12 



(1 H. t-Iike. J = 8 Hz), 7. 17 (! H. dd, J = 8 and 1 
Hz), 7.39-7.50 (3 H. m),7.92 (1 H. d. J = 9 H 
z), 8.24 (1 H. d, J = 8 Hz). 8. 73 (1 H. dd. J = 4 
and 2 Hz). 9. 17 (I H. s br) 

[0 0 6 3] [^mme] 

N- (2--T^ / :7xr.;u) -4-^y 'j;t^^:ty5^^ 

S H (^h-^^S^143) 
[0 0 6 4] 

[ft: 9] 



[0 0 6 5] 1R^4 3 % 
^H-NMR (DMS0-d6) d : 

2.05 (2 H. quint. J = 7 Hz), 2.53 (2 H. t. J = 7 
Hz), 3. 37 (2 H. t, J = 7 Hz). 4.85 (2 H, br s),6.5 
3 (1 H. td. J = 7 and 1 Hz), 6.71 (1 H. dd. J = 
8 and 1 Hz), 6. 89 (1 H. t-like. J = 8 Hz), 7.16 
(I H, dd, J = 8 and 1 Hz). 7. 38 (1 H, d, J = 9 Hz), 
7.49 (1 H. t-like. J = 8 Hz), 7. 70 (1 H, td. J = 
8 and 1 Hz). 7.88 (2 H, t. J = 8 Hz). 8, 16 (I H, 
d. J = 9 Hz). 9. 15 (1 H. s br) 
[0 0 6 6] [*SS0iJ7] 

2- (6-4^y'J;U^^^4^-t^^^ H) ^MM^^^Jl' 



[0 0 6 7] 
[{k 1 0 ] 




CQzMg 



[0 0 6 8] iR^6 0 % 
^H-NMR (CDCI3) d : 

1. 53-1.66 (2 H. m), 1.80-1.91 (4 H. m), 2.48 
(2 H. t. J = 7 Hz). 3. 36 (2 H. t, J = 7 Hz). 3.90 
(3 H. s), 7,07 (1 H, t. J = 8 Hz), 7. 19 (I H, d. J 
t, J = 8 Hz). 7. 54 (1 H, t-Ii 
(1 H, t-like. J = 8 Hz), 7. 70 
7.86 (1 H, d. J = 9 Hz). 7. 91 
8.02 (1 H. dd, J = 8 and 2 H 
11.07 (1 H. br s) 



= 8 Hz). 7.40 (1 H, 
ke, J = 8 Hz), 7.61 

(1 H. d. J = 8 Hz). 

(1 H. d, J = 9 Hz). 
z).8.74 (1 H, d, J = 8 Hz). 

[0 0 6 9] [usse^js] 

2- (6-^y 'JJb^^^^^ -?-^ H) ^PMm (fe^ 
#l#^110 ) 

[0 0 7 0] 

[{til] 




00|H 



[0 0 7 1] «i^5 5% 
»H-NMR (CDC 1 3) <5 : 



(8) 
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1.61 (2 H. quint. J = 7 Hz), 1.80-1.91 (4 H, d). 

2.49 (2 H, t, J = 7 Hz), 3.35 (2 H, t. J = 7 Hz). 

7.10 (1 H. t. J = 8 Hz). 7.21 (1 H. d. J = 9 Hz). 

7.41 (1 H. t-like. J = 8 Hz). 7.57 (1 H, d, J = 

9 Hz). 7. 63 (1 H. d. J = 9 Hz), 7.70 (1 H. d. J = 

8 Hz), 7. 87 (1 H. d. J = 9 Hz), 7.94 (1 H, d. J = 

9 Hz), 8. 09 (1 H. d. J = 8 Hz), 8.72 (1 H, d. J = 
9 Hz), 10.94 (1 H. s) 

[0 0 7 2] mmm 9 ] 

(E) -2- (7- (3-^yu-;u) -e-^y^^ lo 

[0 0 7 3] 
[It 1 2 ] 

OCT — 

[0 0 7 4] iR^7 2 % 
'H-NMR (CDC 1 3) d : 

1.65 (2 H. quint. J = 7 Hz), 1.87 (2 H. quint. J 
= 7 Hz). 2. 36 (2 H. q. J = 7 Hz). 2.51 (2 H, t. J 20 
= 7 Hz), 3. 90 (3 H. s). 6.41-6.59 (2 H, ni). 7.07 
(I H, t-like. J = 7 Hz) , 7. 48-7. 67 (3 H, m). 7.76 

(I H. d. J = 7 Hz). 7.98-8.07 (3 H. m).8.75 (I 
H. d. J = 9 Hz). 8.96 (1 H. d, J = 2 Hz), 11. 1 
(1 H. s. br) 

[0 0 7 5] 1 0 ] 

(E) -2- (7- (3-^y'j-;u) -e-^yy^i- 
^ H) ^MMm (it^^m^m ) 

[0 0 7 6] 

[{t: 1 3 ] 30 




[0 0 7 7] 1R^5 3% 
'H-NMR (DMS0-d6) <5 : 

1.58 (2 H. quint. J = 7 Hz), 1.72 (2 H. quint. J. 
= 7 Hz). 2. 28-2. 32 (2 H. m br), 2.45 (2 H. t, J = 
7 Hz), 6.62 (2 H, m),7. 12 (1 H. t. J = 7 Hz). 7. 
52-7.59 (2 H. m),7. 68 (1 H. dt, J = 2 and 7 Hz). 

7.91 (I H, d. J = 7 Hz), 7. 95-8. 00 (2 H. m). 8. 40 
25 (I H. d. J = 8 Hz). 8.52 (1 H. d, J = 8 Hz). 9. 
01 (1 H. d. J = 2 Hz). 11.36 (1 H, s br) 

[0 0 7 8] [nt&m 11] 

(E) -2" (7--^y U;i^-6-^y5^:h^ K) g.E 

[0 0 7 9] 
[it I 4] 




*#I8¥8 - 9 2 2 1 6 
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[0 0 8 0] 1R^6 9 % 
»H-NMR (CDCI3) (5 : 

1.67 (2 H. quint, J = 7 Hz). 1.87 (2 H. quint. J 
= 7 Hz). 2.40 (2 H. q, J = 7 Hz). 2.50 (2 H. t. J 
= 7 Hz), 3.90 (3 H. s). 6. 70-6. 89 (2 H. m). 7.06 
(1 H. t-like, J = 7Hz).7.43-7.69 (4 H. m). 7.75 
(1 H. d. J = 8 Hz). 8.00-8.07 (3 H, m).8.74 (1 H, 
d. J = 9 Hz). 11. 1 (I H. s br) 

[0 0 8 1] m^m 1 2 ] 

2- (6-4^/'j;i^;<^ju^^^4^it^^ K) ^M.mm 
^^ju at:^^#^n7 ) 
[0 0 8 2] 
[{hi 5] 

[0 0 8 3] urn 7 2 % 
'H-MR (CDCI3) 6 : 

1.40-1.48 (2 H. ni). 1.57-1.76 (4 H. m). 2.39 
(2 H. t, J = 8 Hz), 2. 50 (2 H. t. J = 7 Hz). 3.92 
(3 H. s). 4.00 (2 H. s),7.06 (l H. t-Iike, J = 8 
Hz). 7.46-7.57 (4 H, m). 7.68 (I H. m) , 7. 78 (1 
H. d. J = 9 Hz). 8.00-8.05 (2 H. in).8. 12 (1 H. 
d. J = 8 Hz). 11.2 (1 H. s br) 

[0 0 8 4] [mmm 1 3 ] 

2- (6-^/ 'J;U;<^;i/^^^^-th^$ K) ^m#B? 
(ft:^^#^116 ) 
[0 0 8 5] 
[ft 1 6 ] 

^ CO,H 

[0 0 8 6] JR^6 1 % 
*H-NMR (CDC 1 3) d : 

1.40-1.52 (2 H. id). 1.62-1. 79 (4 H. m). 2.43 
(2 H. t, J = 7 Hz). 2. 57 (2 H. t, J = 7 Hz), 4.26 
(2 H, s). 7.5-7.9 (6 H. ni).8. 18 (1 H. dd. J = 8 a 
nd 2 Hz), 8.29 (1 H. d. J = 9 Hz). 8. 30 (I H. d, 
J = 9 Hz). 8.57 (1 H, d. J = 9 Hz). 11. I (1 H. s 
br) 

[0 0 8 7] [^SSe^Jl 4] fii«AC0t: h*ffiifii7&^^>. 
-4 (2000m g/ml), iriCD40fii«:(2iDg/inl), ^3<l:tXIL-10 

(100 Mg/mi). co#«ETT, zimmmmm'eo:>±m<D\ 

^^l\Z7ikLft. it-^^mm 1 O^^STTIgECOiStR 

[0 0 8 8] 
[^1] 



(9) 
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15 



16 



^1^ 


leE (ne/ml) 






108.8 


24.4 




14.8 


20.4 



[0 0 8 9] mmmi 5] ni&mi 4iimmizm^^ *^io6o^ti 

HlfgL, ^(OiemSr^2{C^Lfc. -ft^l^lS^ 1 4 2 © [0 0 9 0] 





IsEfneAnl) 


laCK^e/ml) 




10.5 


5.30 


b-^J^ 1 4 2 (3 iiM)*# 


6.00 


5.51 


-fb-^^l^ 1 0 6 (3;iM)*# 


3.00 


1.42 



[0 0 9 1] mmmi6] i&^^-A<Dfs.0iA^i^^&. 

[0 0 9 2] 

SUi 2 3 0« 20 

th3 7 6« 



^t,i$aU. 45Srit«l3-&. 5nm^ -yi^ 

3.€raLt. Z.oLXm<btiy^mUt:7.'r7U>Wf7if 



(5I)Int.Cl.« 

C 0 7 D 215/20 
215/36 



F I 



m)mmm mm a2)^an^ ^ 



